A novel method of synthesis of furanoquinoline nucleus structurally related to discorhabdin alkaloids from pyrogallol is developed. Proof of the position of the key nitration step was obtained by x-ray diffraction analysis of an intermediate 4.
Discorhabdin C was isolated from the sponge of Latrunculia du Bocage in New Zealand, which exhibits extreme toxicity toward tumor cells (p338 and L1210) (1) . Recently, some physiologically active substances, such as prianosins (2), makaluvamines (3) and isobatzellines (4) , were isolated from marine sources. All of these compounds have the same unique highly-fused structure as discorhabdin C, i.e. the pyrrolo [4,3,2- de]quinoline skeleton. The novel structures and physiological properties of these natural products have prompted many groups to initiate their syntheses (5). Interest in these tricyclic systems is therefore increasing and some derivatives of pyrroloquinolines have been synthesized and their antitumor properties are studied Bakare (7) and co-workers have described the synthesis of the 2-azo analog of pyrroIo [4,3,2- <i<?]quinoline for further elaboration into potential drugs which would have the pyrazolo[5,43^]quinoline skeleton.
Furano [4,3,2-<fe] quinoline nucleus has a similar skeleton as pyrrolo [4,3,2-ife] quinoline, but this tricyclic system and its derivatives have never been synthesized. We describe herein an efficient synthesis of the furano [4,3,2-rf<?] quinoline nucleus.
Initially we have attempted to use ^-(i-butoxycarbonyl)-3-hydroxy-4,5-dimethoxyaniline as the starting material to build up the furan ring system with ethyl 4-chloroacetoacetate (scheme I), but this approach proved (6). This coumarin was converted to the benzofuran structure 5 (9) (53% yield) by an alkalimediated rearrangement reaction via α,β-unsaturated acid 8 (10) (scheme III). Thus hydrogenation of 3-carboxymethyl-4-nitro-6,7-dimethoxybenzofuran 5 over palladium on charcoal in THF followed by cyclization with EDCI gave the lactam 6(11) (61%). Finally, the lactam 6 was reduced by BH3«SMe2 , then oxidized by CAN to produce the furano [4,3,2-<fe] quinoline nucleus 7 (12) as a yellow crystalline product (35% yield).
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Details of the antitumor properties of 7 and its lexitropsin conjugates will be reported in due course.
